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CLAIMS 



1 . A compound of formula (I 



R 




,5 



R : 



(I) 



wherein: 



X is QO, or N; 

R 1 is Ci-galkyl; C3-6cycloalkyl; C6-i4aryl which may be optionally substituted with one or 
more substituents selected from the group consisting of halogen, -CF3, Ci^alkyl, 
Ci-salkylamino, alkoxy, C3-6cycloalkylC 2 -6alkenyl, C6-i4arylC 2 -6aIkenyl, -CN, -NO2, - 
NH 2 , -SR 6 , -S(0) 2 R 6 , -S(0)R 7 , -S(0) 2 R 7 , -C(0)R 7 , C^alkenyl which may be 
optionally substituted with a substituent selected from the group consisting of hydroxy, 
halogen, aryl, and heterocycle, and C 2 -6alkynyl which may be optionally substituted 
with a substituent selected from the group consisting of hydroxy, halogen, aryl, C3. 
" 6cycloalkyl, and heterocycle; or heterocycle, optionally substituted with one or more " 
substituents selected from the group consisting of halogen, Ci^alkyl, -CN, C^uarylCi - 
galkyl and heterocycle; 

R 6 is Cj-galkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydroxy, halogen, -CF3, aryl, and heterocycle; 

R 7 is C1-8 alkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydroxy, halogen, aryl, C3-6cycloalkyl and heterocycle; -NH 2 ; 
or heterocycle; 

R 2 is hydrogen, halogen, or Ci-galkyl; 

R 3 and R 4 are independently hydrogen; hydroxy; heterocycle optionally substituted with 
one or more substituents selected from the group consisting of oxo, hydroxy, 



hydroxyC,. 8 alkyl, halogen, C,. 8 alkyl, -OR 1 -S(0) 2 NR 8 R 9 , and -SR ,0 N(R ,0 ) 2 ; or C 6 - 
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uaryl substituted with one or more substituents selected from the group consisting of 
hydroxy, halogen, -CF 3 , d-galkyl, hydroxy d-galkyl, -CN, -N0 2 , d-galkylamino, 
heterocycleCi-galkyl, -C(0)NH 2 , -S(0)R 7 , -S(0) 2 R 7 , -C(0)R 7 , -NS(0) 2 R 7 , 
-S(0) 2 NR 8 R 9 , -S(0) 2 NHR n , -S(0) 2 R n , -SCO^NR^OR 1 1 , -S(0) 2 NHCOR n , 
5 -SCOMCOR 1 l ] n wherein n is 1, 2, or 3, -OR 1 1 , -OR 11 OR 11 , -C(0)R ! \ -C(0)NR 1 \ 

-C(0)OR n , -NR U , -NC(0)R ] heterocycleC 2 -6alkenyl, heterocycle which may be 
optionally substituted with one or more substituents selected from the group consisting 
of oxo, Ci-galkyl, and C(0)OR H , and Ci-galkyi which may be optionally substituted 
with one or more substituents selected from the group consisting of -CN and 

10 heterocycle, optionally substituted with -C(0)R n ; provided that R 3 and R 4 cannot both 

be hydrogen or hydroxy; 

R 8 and R 9 are independently selected from the group consisting of hydrogen, C3- 
6cycloalkyl, Q-galkyl optionally substituted with one or more substituents selected 
from the group consisting of oxo, heterocycle, CN and C 6 - nary 1 optionally substituted 

15 with alkoxy, C|.g alkylamino, Cj-galkylheterocycle, heterocycle, heterocycleCi.galkyl, 

C3^cycloalkylC].galkyl, and C3-6cycloalkyl; 
R l0 isCi. 8 alkyl; 

R 1 1 is Ci.galkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydrogen, hydroxy, halogen, Ci-galkyl, C3^cycloalkyl, alkoxy, 
20 " -S(0) 2 NR 8 R 9 , NCONH2, arid heterocycle optionally substituted with one or more 
substituents selected from the group consisting of oxo, hydroxy, and Ci-galkyl; 
heterocycle optionally substituted with heterocycleCugalkyl; or C6-i4aryl optionally 
substituted with alkoxy; 

25 R 5 is hydrogen, halogen, Ci.galkyl, -N0 2 , -NH 2 , Ci-galkylamino, CF3, or alkoxy; 
or a pharmaceutical^ acceptable derivative thereof, 
provided that 

(a) when X is N; R 1 is Co-i4aryl substituted with halogen; R 2 and R 3 are hydrogen; R 5 
is halogen; R 4 cannot be heterocycle substituted with Ci-galkyl; 
30 (b) when X is C; R 2 is hydrogen, halogen or C|-galkyl; R 3 is hydrogen; R 4 is Cfc-uaryl 

substituted with halogen, hydroxy, or C|-galkyl; R 5 is hydrogen, halogen, Ci-galkyl, or 
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alkoxy; then R 1 cannot be Ci-salkyl, C3^cylcoalkyl, or Cc-i4aryl substituted with halogen, 
Ci- 8 alkyl, alkoxy, or C6-i4arylC2-6alkenyl; and 

(c) when X is C; R 2 is hydrogen or alkyl, R 3 is hydrogen, R 4 is Ce-naryl substituted 
with halogen, CN, Ci. salkyi, or -NO2; R 5 is hydrogen, -NO2 or NH 2 , then R 1 cannot be C10- 
5 14 aryl substituted with alkoxy. 

2. A compound of formula (I) according to claim 1 wherein X is O; R 1 is C6-i4aryl 
substituted with one or more substituents selected from the group consisting of halogen, 
-CF 3 , Ci-salkyl, -CN, -SR 6 , -S(0>2R 6 ; or heterocycle, optionally substituted with one or 

10 more substituents selected from the group consisting of Ci-salkyl, -CN, and C6-i4arylCi- 
salkyi; R 6 is Ci-salkyl, optionally substituted with halogen; R 7 is Q-s alkyl optionally 
substituted with one or more substituents selected from the group consisting of hydroxy; 
-NH 2 , or heterocycle; R 2 is hydrogen; R 3 is hydrogen or d-s alkyl; R 4 is heterocycle, 
optionally substituted with one or more substituents selected from the group consisting of 

15 oxo, halogen, Ci- 8 alkyl, -OR 1 1 and -SR 10 N(R 10 ) 2 , S(6) 2 NR 8 R 9 ; or C 6 -i 4 aryl substituted with 
one or more substituents selected from the group consisting of hydroxy, halogen, -CF 3 , Ci- 
salkyl, hydroxyC,- 8 alkyl, -CN, -N0 2 , -C(0)NH 2 , -S(0)R 7 , -S(0) 2 R 7 , -S(0) 2 NR 8 R 9 , -OR 11 , 
-C(0)NR u , -C(0)OR n , -NR n , -NC(0)R u , and heterocycle which may be optionally 
substituted with one or more substituents selected from the group consisting of oxo, C\. 

20 _ salkyi and heterocycleCi salkylrR 8 and-R 9 are the same or different and are selected from 
the group consisting of hydrogen, Cj -salkyi, Ci^alkylheterocycle, heterocycle, and C3- 
6 cycloalkyl; R 10 is d_ 8 alkyl; R n is Ci-galkyl, optionally substituted with -S0 2 NR 8 R 9 ; and 
R 5 is halogen or -NO2; or a pharmaceutical^ acceptable derivative thereof. 

25 3. A compound of formula (I) according to claim 1 wherein X is O; R 1 is C^uaryl 

substituted with one or more substituents selected from the group consisting of halogen, 
-CF3, C 1 - 8 alkyl, and -CN; R 2 and R 3 are hydrogen; R 4 is C6-i4aryl substituted with one or 
more substituents selected from the group* consisting of halogen, C|- 8 alkyl, -CN, -N0 2 , 
-S(0)R 7 , -S(0) 2 R 7 , -NS(0) 2 R 7 , wherein R 7 is -NH 2 ; and R 5 is halogen; or a 

30 pharmaceutical ly acceptable derivative thereof. 
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4. A compound of formula (I) according to claim 1 wherein X is O; R 1 is Ca-uaryl which 
may be optionally substituted with one or more substituents selected from the group 
consisting of halogen, Cj-galkyl, CF3, -CN; R 2 and R 3 are hydrogen; R 4 is C6-i4aryl 
substituted with one or more substituents selected from the group consisting of d-galkyl 

5 and S(0) 2 NR 8 R 9 , wherein R 8 and R 9 are independently selected from the group consisting 
of hydrogen, C3-6cycloalkyl, Ci-galkyl optionally substituted with one or more substituents 
selected from the group consisting of oxo, heterocycle, CN and Cs-uaryl optionally 
substituted with alkoxy, Q-g alkylamino, Ci-galkylheterocycle, heterocycle, heterocycleCi. . 
galkyl, Ca^cycloalkylCi-galkyl, and C3-6cycloalkyl. 

10 

5. A compound of formula (I) according to claim 1 wherein R 1 is C^uaryl substituted 
with one or more substituents selected from the group consisting of halogen, 

-CF 3 , Ci-galkyl, and -CN; R 2 and R 3 are hydrogen; R 4 is C6-i4aryl substituted with one or 
more substituents selected from the group consisting of halogen, Ci -galkyl, -CN, -NO2, 
15 -S(0)R 7 , -S(0) 2 R 7 , -NS(0) 2 R 7 , wherein R 7 is -NH 2 ; and R 5 is halogen; or a 

pharmaceutical^ acceptable derivative thereof provided that when X is C; R 2 and R 3 are 
hydrogen; R 4 is Ce-uaryl substituted with halogen, CN, C|. galkyl, -N0 2 ; and R 5 is 
* halogen, then R l cannot be Ce-ioaryl substituted with alkoxy. 

20 6. A compound of formula(IA) .... - - - ----- 



R 2 




R 5 

(IA) 

25 

wherein: 

X is C, O, or N; 
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R 1 is C6-i4aryl which may be optionally substituted with one or more substituents selected 
from the group consisting of halogen, -CF 3 , Ci- 8 alkyl, Ci-galkylamino, alkoxy, C 3 . 
6 cycloalkylC 2 ^>alkenyl, Canary lC 2 -6alkenyl, -CN, -NO z , -NH 2 , -SR 6 , -S(0) 2 R 6 , 
-S(0)R 7 , -S(0) 2 R 7 , -C(0)R 7 , C 2 ^alkenyl which may be optionally substituted with a 
substituent selected from the group consisting of hydroxy, halogen, aryl, and 
heterocycle and C 2 ^alkynyl which may be optionally substituted with a substituent 
selected from the group consisting of hydroxy, halogen, aryl, C 3 .6cycloalkyl, and 
heterocycle; 

R 6 is Ci-8alkyl optionally substituted with one or more substituents selected from 
the group consisting of hydroxyl, halogen, -CF 3 , aryl, and heterocycle; 

R 7 is- C 1-8 alkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydroxy, halogen, aryl, C 3 -6cycloalkyl and heterocycle; -NH 2 ; 
or heterocycle; 

R 2 is hydrogen, halogen, or Ci-galkyl; 
R 3 is hydrogen; 

R 4 is C 6 -i4aryl substituted with one or more substituents selected from the group consisting 
of hydroxy, halogen, -CF 3 , Ci-galkyl, hydroxyd-galkyl, -CN, -N0 2 , Ci- 8 alkylamino, 
. heterocycleCi. 8 alkyl,.-C(0)NH 2 , -S(C))R 7 , -S(0) 2 R 7 , -C(0)R 7 , -NS(0) 2 R 7 , ~ 
-S(0) 2 NR 8 R 9 , -S(0) 2 NHR n , .S(0) 2 R u , -S(0) 2 NR 7 COR n , -S(0) 2 NHCOR u , 
-S(0) 2 [COR n ] n wherein n is 1, 2, or 3, -OR 11 , -OR ll OR n , -C(0)R n , -C(0)NR n , 
..-QOJOR 1 !, -NR 11 , -NC(0)R n , heterocycleG^alkenyl, heterocycle which may be 
optionally substituted with one or more substituents selected from the group consisting 
of oxo, Ci-galkyl, and C(0)OR n , and Cj-galkyl which may be optionally substituted 
with one or more substituents selected from the group consisting of -CN and 
heterocycle, optionally substituted with -C(0)R ! 1 ; 

R 8 and R 9 are independently selected from the group consisting of hydrogen, C 3 . 
6cycloalkyl, C|. 8 alkyl optionally substituted with one or more substituents selected 
from the group consisting of oxo, heterocycle, CN and C6-i4aryl optionally substituted 
with alkoxy, Ci-g alkylamino, Ci-galkylheterocycle, heterocycle, heterocycleCi-galkyl, 
C3-6cycloalkylCi-galkyl, and C 3 -6cycloalkyl; 
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R 1 1 is C]. 8 alkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydrogen, hydroxy, halogen, Cugalkyl, C3^cycloalkyl, alkoxy, 
-S(0>2NR 8 R 9 , NCONH 2 , and heterocycle optionally substituted with one or more 
substituents selected from the group consisting of oxo, hydroxy, and Ci-galkyl; 
5 heterocycle optionally substituted with heterocycleCi-galkyl; or Ce-uaryl optionally 

substituted with alkoxy; 
R 5 is hydrogen, halogen, Ci-galkyl, -N0 2 , -NH 2 , Ci-galkylamino, CF 3 , or alkoxy; 
or a pharmaceutical^ acceptable derivative thereof provided that 

a) when X is C; R 2 is hydrogen, halogen or Ci-galkyl; R 3 is hydrogen; R 4 is C6- 
10 naryl substituted with halogen, hydroxy, or Ci-galkyl; R 5 is hydrogen, halogen, Ci- 

galkyl, or alkoxy; then R 1 cannot be Q-galkyl, C3^cycloalkyl, or Cc-uaryl substituted 
with halogen, Ci-galkyl, or C6-i4arylC2^>alkenyl; and 

(b) when X is C; R 2 is hydrogen or alkyl; R 3 is hydrogen; R 4 is Ce-uaryl 
substituted with halogen, CN, alkyl, or -NO2; R 5 is hydrogen, -NO2, or NH2, then R 1 
15 cannot be C10-14 aryl substituted with alkoxy. 

7. A compound of formula (IA) according to claim 6 wherein X is O; R 1 is C6-i4aryl 
substituted with one or more substituents selected from the group consisting of halogen, - 
CF 3 , Ci-galkyl, -CN, C 2 -6alkenyl which may be optionally substituted with a substituent 

20„ selected from the group consisting of hydroxy , halogen,- aryl, and heterocycle and C2-" 
6alkynyl which may be optionally substituted with a substituent selected from the group 
consisting of hydroxy, halogen, aryl, C3^cycloalkyl, and heterocycle; R 2 and R 3 are 
hydrogen; R 4 is C6-i4aryl substituted with one or more substituents selected from the group 
consisting of Ci-galkyl, -S(0) 2 R 7 , -S(0) 2 NR 8 R 9 , -OR 11 , heterocycleC 2 -6alkenyl, and 

25 heterocycle which may be optionally substituted with oxo; and R 5 is halogen; or a 
pharmaceutically acceptable derivative thereof. 

8. A compound of compounds of formula (IB) 

30 
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5 wherein: 

XisC, O, orN; 

R 1 is C6 i4aryl substituted with one or more substituents selected from the group consisting 
10 of halogen, -CF 3 , Ci-galkyl, Cj-galkylamino, alkoxy, C3-6cycloalkylC 2 -6alkenyl, C6- 

14 arylC 2 . 6 alkenyl, -CN, -N0 2 , -NH 2 , -SR 6 , -S(0) 2 R 6 , -S(0)R 7 , -S(0) 2 R 7 , -C(0)R 7 , C 2 . 
6alkenyl which may be optionally substituted with a substituent selected from the 
group consisting of hydroxy, halogen, aryl, and heterocycle, and C 2 -6alkynyl which 
may be optionally substituted with a substituent selected from the group consisting of 
15 hydroxy, halogen, aryl, C3-6cycloalkyl, and heterocycle; 

R 6 is Ci-galkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydroxyl, halogen, -CF3, aryl, and heterocycle; 

R 7 is Ci-8 alkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydroxyl, halogen, aryl, C3-6cycloalkyl and heterocycle; -NH 2 ; 
20 or heterocycle; 

R 2 is hydrogen, halogen, or Ci-galkyl; 
R 3 is hydrogen; 

25 R 4 is heterocycle, optionally substituted with one or more substituents selected from the 
group consisting of oxo, hydroxy, hydroxy Ci-galkyl, halogen, Cugalkyl, -OR 11 , 
-SR IO N(R IO ) 2 , and -S(0) 2 NR 8 R 9 ; 

R 8 and R 9 are independently selected from the group consisting of hydrogen, C3- 
6cycloaIkyl, C|.galkyl optionally substituted with one or more substituents selected 
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from the group consisting of oxo, heterocycle, CN and C6-i4aryl optionally substituted 
with alkoxy, Q.g alkylamino, Ci-galkylheterocycle, heterocycle, heterocycleCi-galkyl, 
C3-6cycloalkylCi_8alkyl, and C 3 ^cycloalkyl; 
R 10 is Ci-galkyl; 

5 R 11 is Ci-galkyl, optionally substituted with one or more substituents selected from 

the group consisting of hydrogen, hydroxy, halogen, Ci-galkyl, C 3 ^cycloalkyl, alkoxy, 
-S(0>2NR 8 R 9 , NCONH2, and heterocycle optionally substituted with one or more 
substituents selected from the group consisting of oxo, hydroxy, and Ci-galkyl; 
heterocycle optionally substituted with heterocycleCf-galkyl; or C^aryl optionally 
10 substituted with alkoxy; 

R 5 is hydrogen, haIogen,Ci- 8 alkyl, -N0 2 , -NH 2f Ci. 8 alkylamino, CF 3 , or alkoxy; 

or a pharmaceutical^ acceptable derivative thereof provided that when X is N; R 1 is C6- 

uaryl substituted with halogen; R 2 and R 3 are hydrogen; R 5 is halogen; R 4 cannot be 

heterocycle substituted with Ci-galkyl. 

15 

9. A compound of formula (IB) according to claim 8 wherein X is O; R 1 is Q-uaryl 
substituted with one or more substituents selected from the group consisting of halogen, 
-CF 3 , and -CN; R 2 is hydrogen; R 3 is hydrogen; R 4 is heterocycle; and R 5 is halogen; or a 
pharmaceutical^ acceptable derivative thereof. 

10. A compound of formula (IC) 



R 2 




R 5 

(IC) 



wherein: 

X is C, O, or N; 
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R l is heterocycle, optionally substituted with one or more substituents selected from the 
group consisting of Ci- 8 alkyl, halogen, -CN, C6-i4aryICi-8alkyl and heterocycle; 

R 2 is hydrogen, halogen, or Cugalkyl; 

5 

R 3 is hydrogen; 

R 4 is C6-uaryl substituted with one or more substituents selected from the group consisting 
of hydroxy, halogen, -CF 3 , Ci-galkyl, hydroxyCi-galkyl, -CN, -N0 2 , Cj.galkylamino, 
heterocycleC,. 8 alkyl, -C(0)NH 2 , -S(0)R 7 , -S(0) 2 R 7 , -C(0)R 7 , 

10 -NS(0) 2 R 7 , -S(0) 2 NR 8 R 9 , -S(0) 2 NHR l \ -S(0) 2 R n , -S(0) 2 NR 7 COR l \ 

-S(0) 2 NHCOR u , -S(0) 2 [COR l, ] n wherein n is 1, 2, or 3, -OR 11 , -OR ll OR n , 
-C(0)R n , -C(0)NR u , -C(0)OR 1, , -NR ll ,.NC(0)R u , heterocycleC^alkenyl, 
heterocycle which may be optionally substituted with one or more substituents selected 
from the group consisting of oxo, Ci^alkyl, and C(0)OR n , and Ci-salkyl which may 

15 be optionally substituted with one or more substituents selected from the group 

consisting of -CN and heterocycle, optionally substituted with -C(0)R n ; 

R 7 is C]_8 alkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydroxy, halogen, aryl, C3-6cycloalkyl and heterocycle; -NH 2 ; 
or heterocycle; 

20 R 8 and R 9 are independently selected from the group consisting of hydrogen, C3. 

6cycloalkyl, Ci^alkyl optionally substituted with one or more substituents selected 
from the group consisting of oxo, heterocycle, CN and C6-i4aryl optionally substituted 
with alkoxy, Ci-s alkylamino, Ci-galkylheterocycle, heterocycle, heterocycleCi-galkyl, 
Ca^cycloalkylCi-galkyl, and C3^cycloalkyl; 

25 R 1 1 is Ci-8alkyl, optionally substituted with one or more substituents selected from 

the group consisting of hydrogen, C|. 8 alkyl, alkoxy, -S(0) 2 NR 8 R 9 , -NR 8 R 9 , and 
heterocycle, optionally substituted with one or more substituents selected from the 
group consisting of oxo and Ci^alkyl; 



30 R 5 is hydrogen, halogen, Ci- 8 alkyl, -N0 2 , -NH 2 , Ci-salkylamino, CF3, or alkoxy; 
or a pharmaceutically acceptable derivative thereof. 
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11. A compound of formula (IC) according to claim 10 wherein X is O; R 1 is heterocycle, 
optionally substituted with -CN; R 2 and R 3 are hydrogen; R 4 is C 6 -i4aryl substituted with 
one or more substituents selected from the group consisting of Chalky], 
-S(0)2NR 8 R 9 , -OR 1 1 , and heterocycle which may be optionally substituted with one or 

5 more substituents selected from the group consisting of oxo; and R 5 is halogen; or a 
pharmaceutical^ acceptable derivative thereof. 

12. A compound of formula (ID): 



R 2 



10 




wherein: 

15 

X is C, O, or N; 

R l is heterocycle, optionally substituted with one or more substituents selected from the 
group consisting of C|. 8 alkyl, halogen, -CN, C6-i4arylCi-galkyl and heterocycle; 

20 

R 2 is hydrogen, halogen, or Ci-galkyl; 

R 3 and R 4 are independently hydrogen; hydroxy; heterocycle optionally substituted with 
one or more substituents selected from the group consisting of oxo, hydroxy, 

25 hydroxyd-galkyl, halogen, d-galkyl, -OR 1 \ -S(0) 2 NR 8 R 9 , and -SR ,0 N(R 10 ) 2 ;,or R 3 

and R 4 together with the nitrogen atom to which they are attached form a heterocycle 
which may be optionally substituted with C6-i4aryl, which may be optionally 
substituted with one or more substituents selected from the group consisting of Ci- 
8 alkyl and -NO2; provided that R 3 and R 4 cannot both be hydrogen or hydroxy; 

30 R 8 and R 9 are independently selected from the group consisting of hydrogen, C3. 

6cycloalkyl, Cj- 8 alkyl optionally substituted with one or more substituents selected 
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from the group consisting of oxo, heterocycle, CN and C6-i4aryl optionally substituted 



with alkoxy, Q-g alkylamino, Ci- 8 alkylheterocycle, heterocycle, heterocycleC]. 8 a!kyl, 
C3-6cycloalkylCi_8alkyl, and C 3 ^cycloalkyl; 
R 10 isCt. 8 alkyl; 

R 11 is Ci- 8 alkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydrogen, Ci- 8 alkyl, -S(0) 2 NR 8 R 9 , and heterocycle optionally 
substituted with one or more substituents selected from the group consisting of oxo, 
and Ci-galkyl; 

R 5 is hydrogen, halogen, C|. 8 alkyl, -N0 2 , -NH 2 , Ci. 8 alkyIamino, CF 3 , or alkoxy; 
or a pharmaceutically acceptable derivative thereof. 

13. A compound of formula (ID) according to claim 12 wherein X is O; R 1 is heterocycle; 
R 2 and R 3 are hydrogen; R 4 is heterocycle; and R 5 is halogen; or a pharmaceutically 
acceptable derivative thereof. 



14. A compound according to any Vf claims 1, 5, 6, 8, 10, or 12 wherein X is O. 




15. A compound of formula (II): 



,2 




»4 



»3 



(ID 



wherein: 
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R 1 is C6 i4aryl which may be optionally substituted with one or more substituents selected 
from the group consisting of halogen, -CF 3 , Ci- 8 alkyl, Ci- 8 alkylamino, alkoxy, C 3 . 
6 cycloalkylC 2 -6alkenyl, C 6 -i4arylC 2 ^alkenyl, -CN, -N0 2 , -NH 2 , -SR 6 , -S(0) 2 R 6 , 
-S(0)R 7 , -S(0) 2 R 7 , -C(0)R 7 , C^alkenyl which may be optionally substituted with a 
5 substituent selected from the group consisting of hydroxy, halogen, aryl, and 

heterocycle, and C 2 -6alkynyl which may be optionally substituted with a substituent 
selected from the group consisting of hydroxy, halogen, aryl, C 3 -6cycloalkyl, and 
heterocycle; 

R 6 is Cj-salkyl, optionally substituted with one or more substituents selected from 
10 the group consisting of hydroxy, halogen, -CF 3 , aryl, and heterocycle; 

R 7 is C1-8 alkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydroxy, halogen, aryl, C 3 ^cycloalkyl and heterocycle; -NH 2 ; 
or heterocycle; 

15 R 2 is hydrogen, halogen, or Ci- 8 alkyl; 

R 3 and R 4 form a heterocycle which may be optionally substituted with C6-i4aryl, which 
may be optionally substituted with one or more substituents selected from the group 
consisting of Ci. 8 alkyl and -N0 2 ; 
20 provided that when R 1 is unsubstituted C 6 -i4aryl, then R 3 R 4 is substituted. 

~ R 5 is hydrogen, tialogen,Ci. 8 alkyl, -N0 2 , -NH 2 ,Cu 8 alkylamino, CF 3 , or alkoxy; 
or a pharmaceutical^ acceptable derivative thereof. 

16. A compound of formula (II) according to claim 15 wherein R ] is C^naryl which is 
25 substituted with halogen; R 2 is hydrogen; R 3 and R 4 form a heterocycle which may be 
optionally substituted with C6-i4aryl, which may be optionally substituted with one or 
more substituents selected from the group consisting of Ci-galkyl and -N0 2 ; and R 5 is 
halogen; or a pharmaceutical^ acceptable derivative thereof. 
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17. A compound of formula (III): 




(m) 



wherein: 

R 1 is C6-i4aryl which may be optionally substituted with one or more substituents selected 
from the group consisting of halogen, -CF3, Ci-galkyl, Ci^alkylamino, alkoxy, C3. 
6 cycloalkylC 2 ^alkenyl, C 6 -i4arylC 2 - 6 alkenyl, -CN, -N0 2 , -NH 2 , -SR 6 , -S(0) 2 R 6 , 
-S(0)R 7 , -S(0) 2 R 7 , -C(Q)R 7 , C 2 -6alkenyl which may be optionally substituted with a 
substituent selected from the group consisting of hydroxy, halogen, aryl, and 
heterocycle, and C 2 .6alkynyl which may be optionally substituted with a substituent 
selected from the group consisting of hydroxy, halogen, aryl, C^cycloalkyl, and 
heterocycle; or heterocycle, optionally substituted with one or more substituents 
selected from the group consisting of Ci-galkyl, -CN, C6-i4arylCi-8alkyl and 
heterocycle; _ _ . 

R 6 is Ci-8alkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydroxy, halogen, -CF 3 , aryl, and heterocycle; 

R 7 is C 1.8 alkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydroxy, halogen, aryl, C3-6cycloalkyl and heterocycle; -NH 2 ; 
or heterocycle; 

R 4 is heterocycle, optionally substituted with one or more substituents selected from the 
group consisting of oxo, hydroxy, hydroxyCugalkyl, halogen, Ci.salkyl, -OR 11 and 
-SR ,0 N(R l0 ) 2 ; or C6-i4aryl substituted with one or more substituents selected from the 
group consisting of hydroxy, halogen, -CF3, Ci-salkyl, hydroxyCi-salkyl, -CN, -N0 2 , 
C,- 8 alkylamino, heterocycleC,. 8 alkyl, -C(0)NH 2 , -S(0)R 7 , -S(0) 2 R 7 , -C(0)R 7 , 
-NS(0) 2 R 7 , -S(0) 2 NR 8 R 9 , -OR n , -S(0) 2 NHR n , S(0) 2 R n , OR n OR n , -C(0)R n , 
-C(0)NR n , -C(0)OR n , -NR ,! , -NC(0)R n , heterocycleC 2 . 6 alkenyl, heterocycle which 
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may be optionally substituted with one or more substituents selected from the group 
consisting of oxo, C|. 8 alkyl, and -C(0)OR ! \ and Ci- 8 alkyl which may be optionally 
substituted with one or more substituents selected from the group consisting of -CN 
and heterocycle, optionally substituted with -C(0)R 1 \ 

R 8 and R 9 are independently selected from the group consisting of hydrogen; C 3 . 
6cycloalkyl; Ci- 8 alkyl optionally substituted with one or more substituents selected 
from the group consisting of oxo, heterocycle, CN and C6-i4aryl optionally substituted 
with alkoxy, Ci- 8 alkylamino, Ci- 8 alkylheterocycle, heterocycle, heterocycleCu 8 alkyl, 
C 3 ^cycloalkylCi_ 8 alkyl, and C 3 .6cycloalkyl; or -C(0)NH 2 ; 

R 10 is C,. 8 alkyl; 

R 11 is Ci- 8 alkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydrogen, Ci_ 8 alkyl, alkoxy, -S(0) 2 NR 8 R 9 , -NR 8 R 9 and 
heterocycle, optionally substituted with one or more substituents selected from the 
group consisting of oxo and d- 8 alkyl; 

R 5 is hydrogen; halogen; Ci- 8 alkyl; -N0 2 ; -NH 2 ; Cj-galkylamino; CF 3 , or alkoxy; 
or a pharmaceutically acceptable derivative thereof, 
provided that: 

(a) when R 4 is C 6 -i4aryl substituted with OR 1 1 wherein R 1 1 is NR 8 R 9 wherein R 8 
and R 9 are Ci. 8 alkyl, and R 1 is Ce-uaryl, then R 1 cannot be substituted in the para position, 
and 

(b) R 1 and R 4 cannot both be unsubstituted. 

18. A compound of formula (III) according to claim 17 wherein R 1 is C 6 -uaryl substituted 
with one or more substituents selected from the group consisting of halogen, -CF 3 , Cj. 
8 alkyl, -CN, -SR 6 , -S(0) 2 R 6 ; or heterocycle, optionally substituted with one or more 
substituents selected from the group consisting of C|. 8 alkyl, -CN, and C6-i4arylCi_ 8 alkyl; 
R 6 is Ci- 8 alkyl, optionally substituted with halogen; R 7 is C|. 8 alkyl, optionally substituted 
with one or more substituents selected from the group consisting of hydroxy, -NH2, or 
heterocycle; R 4 is heterocycle, optionally substituted with one or more substituents 
selected from the group consisting of oxo, halogen, C|. 8 alkyl, -OR 11 and -SR 10 N(R 10 ) 2 ; or 
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C6-i4aryl substituted with one or more substituents selected from the group consisting of 
hydroxy, -CF 3 , C,. 8 alkyl, hydroxyC,. 8 alkyl, -CN, -N0 2 , -C(0)NH 2 , -S(0) 2 R 7 , - 
S(0) 2 NR 8 R 9 , -OR 11 , -C(0)NR n , -C(0)OR l! , -NR 11 , -NC(0)R n , heterocycle which may 
be optionally substituted with one or more substituents selected from the group consisting 
of oxo and Ci. 8 alkyl; R 8 and R 9 are the same or different and are selected from the group 
consisting of hydrogen, Chalky!, Ci. 8 alkylheterocycle, heterocycle, and C3^cycloalkyl; 
R 10 isC,^alkyl; R n is Ci- 8 alkyl, optionally substituted with -S(0) 2 NR 8 R 9 ; and R 5 is 
halogen or -N0 2; or a pharmaceutical^ acceptable derivative thereof. 

19. A compound of formula (III) according to claim 17 wherein R 1 is C 6 -i4aryl substituted 
with one or more substituents selected from the group consisting of halogen, 

-CF3, Ci.galkyl, and -CN; R 4 is C6-uaryl substituted with one or more substituents selected 
from the group consisting of halogen, Cj^alkyl, -CN, -N0 2 , -S(0)R 7 , -S(0) 2 R 7 , 
-NS(0) 2 R 7 , wherein R 7 is -NH 2 ; and R 5 is halogen; or a pharmaceutical^ acceptable 
derivative thereof. 

20. A compound according to any of claims 1, 3, 4, 5, 6, 7, 17, 18, or 19 wherein 

R l is phenyl which is substituted in the meta position with one or more substituents 

selected from the group consisting of halogen, -CF3, Ci.galkyl, Ci. 8 alkylamino, alkoxy, 
C 3 ^cycloalkylC 2 ^alkenyl, C^arylC^alkenyl, -CN, -N0 2 , -NH 2 , -SR 6 , -S(0) 2 R 6 , - 
S(0)R 7 , -S(0)jR 7 , -C(0)R 7 , C 2 ^alkenyl which may be optionally substituted with a 



substituent selected from the group consisting of hydroxy, halogen, aryl, and 
heterocycle, andC 2 . 6 alkynyl which may be optionally substituted with a substituent 
selected from the ^roup consisting of hydroxy, halogen, aryl, C3^cycloalkyl, and 
heterocycle; 

R 2 is hydrogen; 

R 3 is hydrogen; 

R 4 is phenyl substituted in the ortho position with a substituent selected from the group 
consisting of hydroxy, palogen, -CF3, or Ci- 8 alkyl and substituted at the para position 
with a substituent selected from the group consisting of hydroxy, halogen, -CF3, C|. 
8 alkyl, hydroxyCi-galkyU -CN, -N0 2 , C|. 8 alkylamino, heterocycleC N8 alkyl, -C(0)NH 2 , 
-S(0)R 7 , -S(0) 2 R 7 , -C(OYR 7 , -NS(0) 2 R 7 , -S(Q) 2 NR 8 R 9 , -S(0) 2 NHR n , -S0 2 R n , -OR 11 
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, -C(0)R ! 1 , -|C(0)NR 1 1 , -CCOpR 1 1 , -NR 1 1 , -NC(0)R ! 1 , heterocycleC 2 ^alkenyl, 
heterocycle which may be optionally substituted with one or more substituents selected 
from the group consisting of oxo, Ci-saikyl, and C(0)OR l \ and Cj.galkyl which may 
be optionally substituted with one or more substituents selected from the group 
consisting of iCN and heterocycle, optionally substituted with -C(0)R I ! ; 
R 5 is a substituent m the para position relative to X and is selected from the group 
consisting of halogen, Ci-galkyl, -NO2, -NH 2 , Cigalkylamino, CF 3 , or alkoxy; 
R 1 1 is Ci-galkyl, optionally substituted with one or more substituents selected from the 
group consisting of hydrogen, Ci-galkyl, -S(0)2NR 8 R 9 , -NR 8 R 9 , and heterocycle, 
optionally substituted with one or more substituents selected from the group consisting of 
oxo and Ci-galkyl; ork pharmaceutically acceptable derivative thereof. 



21. A compound of formula (TV) 




(IV) 

wherein: 

Xis C, O, or N; 

Y is heterocycle optionally substituted with one or more substituents selected from the 
group consisting of halogen, Ci -galkyl, -NO2, -NH2, Cugalkylamino, -CF 3 , or alkoxy; 

R 1 is Ci-galkyl; C3-6cycloalkyl; C6-i4aryl which may be optionally substituted with one or 
more substituents selected from the group consisting of halogen, -CF3; Ci-galkyl, 
Cugalkylamino, C3^cycloalkylC2^alkenyl, C6-i4arylC2-6alkenyl, -CN, -NO2, -NH2, 
-SR 6 , -S(0) 2 R 6 , -S(0)R 7 , -S(0) 2 R 7 , -C(0)R 7 , C 2 -6alkenyl which may be optionally 
substituted with a substituent selected from the group consisting of hydroxy, halogen, 
aryl, and heterocycle, and C 2 ^alkynyl which may be optionally substituted with a 
substituent selected from the group consisting of hydroxy, halogen, aryl, C3- 
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6cycloalkyl, and heterocycle; or heterocycle, optionally substituted with one or more 
substituents selected from the group consisting of Ci -galkyl, -CN, Ce-MarylCi -galkyl 
and heterocycle; 

R 6 is Ci-salkyl, optionally substituted with one or more substituents selected from 
5 the group consisting of hydroxy, halogen, -CF 3 , aryl, and heterocycle; 

R 7 is C|.g alkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydroxy, halogen, aryl, C3^cycloalkyl and heterocycle; -NH2; 
or heterocycle; 

1 0 R 2 is hydrogen, halogen,or Ci -galkyl; 

R 3 and R 4 are independently hydrogen; hydroxy; heterocycle, optionally substituted with 
one or more substituents selected from the group consisting of oxo, hydroxy, 
hydroxyCi -galkyl, halogen, Ci- 8 alkyl, OR 11 and -SR 10 N(R 10 ) 2 ; or C 6 -i4aryl substituted 

15 with one or more substituents selected from the group consisting of hydroxy, halogen, 

-CF3, Ci-galkyl, hydroxyCi -galkyl, -CN, -N0 2 , C|-galkylamino, heterocycleCi .galkyl, 
-C(0)NH 2 , -S(0)R 7 , -S(0) 2 R 7 , -C(0)R 7 , -NS0 2 R 7 , -S(0) 2 NR 8 R 9 , -OR 1 1 , -C(0)R 1 1 , 
-C(0)NR H , -C(0)OR H , -NR 11 , -NC(0)R n , heterocycleC 2 . 6 alkenyl, heterocycle which 
may be optionally substituted with one or more substituents selected from the group 

20 consisting of oxo, Ci.galkyl, and C(0)OR n , and d-galkyl which may be optionally 

substituted with one or more substituents selected from the group consisting of -CN 
and heterocycle, optionally substituted with -C(0)R u ; provided that R 3 and R 4 cannot 
both be hydrogen or hydroxy; 

R 8 and R 9 are independently selected from the group consisting of hydrogen, Ci. 

25 8alkyl, Ci.g alkylamino, Ci.galkylheterocycle, heterocycle, and C3^cycloalkyl; 

R 10 is Cugalkyl; 

R 11 is Cugalkyl, optionally substituted with one or more substituents selected from 
the group consisting of hydrogen, C| -galkyl, -S0 2 NR 8 R 9 , and heterocycle, optionally 
substituted with one or more substituents selected from the group consisting of oxo 
30 and Cj. galkyl; 

R 5 is hydrogen, halogen,Ci. galkyl, -N0 2 , -NH 2 , C|. 8 alkylamino, CF 3 , or alkoxy; 
or a pharmaceutical^ acceptable derivative thereof. 



«ti ir*n {r"» ****tf i Ti—si fj*-;i ii—anu tt?i — -p -a— a "**3* :ip m !j — 'Ti 

,.Jiu OhLs^' O O JES^Hr -« iui.~u iiJ^' Uc 
WO 01/17982 «S$I$ PCT/EP00/08487 



421 



22. A compound of formula (IV) according to claim 21 wherein Y is a heterocycle 
substituted with one or more substituents selected from the group consisting of halogen, 
Ci-galkyl, -NO2, -NH 2 , Cugalkylamino, -CF 3 , or alkoxy; or a pharmaceutical^ acceptable 
derivative thereof More preferred compounds of formula (IV) are compounds wherein X 
is O. Most preferred compounds of formula (IV) are those wherein X is O and Y is a 
heterocycle substituted with one or more substituents selected from the group consisting of 
halogen, Ci^alkyl, -N0 2 , -NH 2 , Ci-galkylamino, -CF 3 , or alkoxy; or a pharmaceutical^ 
acceptable derivative thereof. 



10 



23. A compound selected from the group consisting of: 

2-[2-(l-benzothiophen-2-ylcarbonyl)-4-chlofophenoxy]-N-phenylacetamide; 

1 5 2-(2-benzoyl-4-chlorophenoxy)-N-[4-( 1 H-imidazol- 1 -y l)phenyl]acetamide; 

2-[4-chloro-2-(2-thienylcarbonyl)phenoxy]-N~[2-methyl-4-(l-oxo-llambda~4-,4- 
thiazinan-4-yl)phenyl]acetamide; 



20 2-(2-benzoyl-4-chlorophenoxy)-N-[^(-*rH- 1 ,2,4-triazol- 1 -yl)phenyl]acetamide; 



25 



2-(2-benzoyM-chlorophenoxy)-N-[4^(4^ 

~ N-[4-(aminosulfonyl)pte 

2-(2-benzoyl-4-chlorophenoxy)-N-{4-[0^ 

2-(2-benzoyl-4-chlorophenoxy)-N-[4-^ 

30 2-(2-benzoyI-4-chlorophenoxy)-N-[4-(hydroxymethyl)phenyl]acetamide; 

2-(2-benzoyl-4-chlorophenoxy)-N- {4-[(methylamino)sulfonyl]phenyl}acetamide; 

2-(2-benzoyl-4-chlorophenoxy)-N-[4-(l -oxo- 1 lambda-4-,4-thiazinan-4- 
35 yl)phenyl]acetamide; 

2-(2-benzoyM-chlorophenoxy)-N-[4-( 1 , 1 -dioxo- 1 Iambda~6~,4-thiazinan-4- 
yl)phenyl]acetamide; 

40 2-(2-benzoyM-chlorophenoxy)-N-[2-methyl-^4^^ 

2-(2-benzoyl-4-chlorophenoxy)-N-{4-[3-(dimethylamino)propoxy]-2- 
methylphenyl} acetamide; 



25 



30 
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2-(2-benzoyl-4-chlorbphenoxy)-N-[4< 1 -hydroxyethyl)pheny l]acetamide; 
2-(2-benzoyl-4-chlorophenoxy)-N-[4-( 1 -hydroxyethy l)phenyl]aeetamide; 

5 

2-(2-benzoyl-4-chlorophenoxy)-N-[2-methyl-4-( 1 -oxo- 1 lambda~4~,4-thiazinan-4- 
yl)phenyl]acetamide; 

2-(2-benzoyl-4-chlorophenoxy)-N- {2-methyl-4-[3-( 1 - . * 

10 pyrrolidinyl)propoxy]phenyI}acetamide; 

2-(2-benzoyl-4-chlorophenoxy)-N-( 1 H-indazol-5-yl)acetamide; 

2-(2-benzoyl-4-chlorophenoxy)-N-{2-methyl-4'-[3-(4- 
15 morpholinyl)propoxy]phenyl}acetamide; 

2-(2-benzoyl-4-chlorophenoxy)-N- {4-[3-( 1 H-imidazol- 1 -yl)propoxy]-2- 
methylphenyl} acetamide; 

20 2-(2-benzoyl-4-chlorophenoxy)-N-(lH-indazol-6-yl)acetamide; 

2-[4-chloro-2-(2-thienylcarbonyl)phenoxy]-N-(lH-indazol-5-yl)acet 

2-[4-chloro-2~(2-furoyl)phenoxy]-N-(lH-indazol-5-yl)acetamide; 

2-[4-chloro-2-(3-thienylcarbonyl)phenoxy]^ 



2-[4-chloro-2-(2-thienylcarbonyl)phenoxy]-N-{2-methyI-4-[3-(4- 
lnbipfi61ihyl)"pTopoxy]phen^^ - - - - 

2-[4-chloro-2-(2-thienylcarbonyl)phenoxy]-N-[4-( 1 -oxo- 1 lambda~4~,4-thiazinan-4- 
yl)phenyl]acetamide; 

2-(2-benzoyl-4-chlorophenoxy)-N- {2-methyl-4-[3-( 1 -oxo- 1 lambda~4~-,4-thiazinan-4- 
35 yl)propoxy]phenyl} acetamide; 

2-[4-chloro-2-(2-furoyl)phenoxy]-N-[2-methyl-4-(l-oxq-llambda~4~,44hiazinan-4^ 
yl)phenyl]acetamide; 

40 N-[4-(aminosulfonyl)-2-methylphenyl]-2-(2-benzoyl-4-chlorophenoxy)acetam 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(2- 
thienylcarbonyl)phenoxy] acetamide; N 

45 2-[2-(l-benzofuran-2-ylcarbonyl)-4-chlorophenoxy]-N-phenylacetamide 

2-[4-chloro-2-(l,3-thiazol-2-ylcarbonyl)phenoxy]-N-phenylacetamide; 
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N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4^ 

2-[4-chloro-2-(2-furoyl)phenoxy]-N-(l H-indazol-6-yl)acetamide; 

5 2-[4-chloro-2-(3-furoyl)phenoxy]-N-[2-methyl-4-( 1 -oxo- 1 lambda~4~,4-thiazinan-4- 
yl)phenyl] acetamide; 

2-[4-chloro-2-(3rthienylcarbonyl)phenoxy]-N-[4-(l -oxo- 1 lambda~-4~,4-thiazinan-4- 
yl)phenyl]acetamide; 

10 

2-[4-chloro-2-(3-thienylcarbonyl)phenoxy]-N-[2-methyl-4-( 1 -oxo- 1 lambda~4~,4- 
thiazinan-4-yl)phenyl]acetamide; 

2- {4-chloro-2- [( 1 -methyl- 1 H-pyrrol-2-yl)carbonyl]phenoxy } -N-phenylacetamide; 

15 

2-(4-chloro-2-{[5-(2-pyridinyl)-2-tW^ 

2-[4-chloro-2-( 1 3-thiazol-2-ylcarbonyl)phenoxy]-N-(l H-indazol-5-yl)acetamide; 

20 2-[4-chloro-2-(l 3-thiazol-2-ylcarbonyl)phenoxy]-N-[2-methyl-4-(l-oxo-l lambda~4~,4- 
thiazinan-4-yl)phenyl]acetamide; 

2-[4-chloro-2-(3 -cyanobenzoyl)phenoxy]-N-[2-methyl-4-( 1 -oxo- 1 lambda~-4~,4-thiazinan- 
4-yl)phenyl]acetamide; 

2- [4-chloro-2-(3 -pyridiny lcarbony l)phenoxy] -N- [2-methy l-4-( 1 -oxo- 1 lambda~4~,4- 
thiazinan-4-yl)phenyl]acetamide; 

2-[2-(2-bfomobenz6yl)-4-chroropKenoxy]-N-[2-m 1 -oxo- 1 lambda' : ^,4-fliiazinah- 

30 4-yl)phenyl] acetamide; 

2-[2-(4-bromobenzoyl)-4-chlorophenoxy]-N-[2-methyl-4-( 1 -oxo- 1 lambda~4~,4-thiazihan- 
4-yl)phenyl]acetamide; 

35 . N-[4-(aminosulfonyl)-2-methylphenyl]-2-[2-(2-bromobenzoyl)-4- 
chlorophenoxy] acetamide; 

2-{4-chloro-2-[(5-methyl-3-isoxazolyl)carbonyl]phenoxy}-N-[2-methyl-4-(l-oxo- 
1 lambda~4~ ,4-thiazinan-4-yl)phenyl]acetamide; 

40 

2-[4-chloro-2-(3-fluorobenzoyl)phenoxy]-N^ 
4-yl)phenyl]acetamide; 

2-[4-chloro-2-(3-chlorobenzoyl)phenoxy]-N-[2-methyl-4-(l-oxo-llambda~4~,4-thiazinan- 
45 4-yl)phenyl]acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3- 
cyanobenzoyl)phenoxy]acetamide; 
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N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chIoro-2-(3- 
fluorobenzoyl)phenoxy]acetamide; 

N-[4-(aminosulfonyI)-2-methylphenyl]-2-[4-ch!oro-2-(3- 
chlorobenzoyl)phenoxy]acetamide; 

2- {4-chloro-2-[(4-cyano-2-thienyl)carbonyl]phenoxy } -N-[2-methyl-4-( 1 -oxo- 
llambda'-4— ^-thiazinan^-yOphenylJacetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-{4-chloro-2-[(4-cyano-2- 
thienyl)carbonyl]phenoxy}acetamide; 

2- {4-chloro-2-[3-(trifluoromethyl)benzoyl]phenoxy} -N-[2-methyl-4-(l -oxo- 
1 lambda~4~,4-thiazinan-4-y l)pheny 1] acetamide; 

2-[2-(3-bromobenzoyl)^-chIorophenoxy]-N-[^^ 
4-yl)phenyl]acetamide; 

2-[4-chloro-2-(3,5-difluorobenzoyl)phenoxy]-N-[2-methyl-4-(l -oxo- 1 lambda~4~,4- 
thiazinan-4-yl)pheny 1] acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[2-(3-bromobenzoyl)-4- 
chlorophenoxy] acetamide; 

2-[4-chloro-2-(3-methylbenzoyl)phenoxy]-N-[2-methyl-4-(l -oxo- 1 lambda~4~,4- 
thiazinan-4-yl)phenyl] acetamide; 

2-[4-chlofo~-2-(3-cyan6benzoyl)pheh^ 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3- 
pyridinylcarbonyl)phenoxy]acetamide; 



2-[4-chloro-2-(3-cyanobenzoyl)phenoxy]-N- {2-methyl-4-[3-(l - 
pyrrolidinyl)propoxy]phenyl}acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-{4-chloro-2-[(l-methyl-lH-imidazol-2- 
yl)carbonyl]phenoxy } acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(l,3-thiazol-2- 
ylcarbonyl)phenoxy] acetamide; 

2-[4-chloro-2-(3,5-difluorobenzoyl)phenoxy]-N-{2-methyl-4-[3-(l- 
pyrrolidinyl)propoxy]phenyl} acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyI]-2-[4-chloro-2-(3,5- 
di fluorobenzoyl)phenoxy] acetamide; 
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2- {4-chloro-2-[3-fluoro-5-(trifluoromethyl)benzoyl]phenoxy} -N-[2-methyl-4-(l -oxo- 
llambda~4~,4-thiazinan-4-yl)phenyl]acetamide 

N-( 1 ,3-benzothiazol-6-yl)-2-(2-benzoyl-4«chlorophenoxy)acetamide 

5 

2-(4-chloro-2-{3-[(trifluoromethyl)s^ 

1 lambda~4~ ,4-thiazinan-4-yl)phenyl]acetamide 

2-[4-chloro-2-(3-ethynylbenzoyl)phe^^^ 
10 thiazinan-4-yl)phenyl]acetamide; 

2-[4-chloro-2-(3,5-dichlorobenzoyl)phenoxy]-N-[2-methyl-4-(l-oxo-llambda^4^,4- 
thiazinan-4-yl)phenyl]acetamide; 

15 N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3,5- 
dichlorobenzoyl)phenoxy]acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-{4-chloro-2-[3-fluoro-5- 
(trifluoromethyl)benzoyl]phenoxy} acetamide; 

20 

N-(13-benzothiazol-6-yl)-2-[4-chlorO"2-(3,5-difluorobenzoyl)phenoxy]acetamide 

2-[4-chloro-2-(3-cyanobenzoyl)phenoxy]-N-(2-methyl-l,3-benzothiazol-5-yl)acetamide 

25 N-[4-(aminosulfonyl)-2-methylphenyl]-2-(4-chloro-2-{3- 
[(trifluoromethyl)sulfanyl]benzoyl}phenoxy)acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3- 
ethynylberizbyl)pheri6xy^ 

30 

2-(2-benzoyl-4-chlorophenoxy)-N-[4-(methylsulfonyl)phenyl]acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-{4-chloro-2-[3-(2- 
. cyclopentylethynyl)benzoyl]phenoxy} acetamide; 

35 

2-{4-chloro-2-[3-fluoro-5-(trifluoromethyl)benzoyl]phenoxy}-N-(5-methyl-lH4ndazol-6- 
yl)acetamide; 

2-[4-chloro-2-(3,5-dichlorobenzoyl^ 

40 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-{4-chloro-2-[3-(2- 
phenylethyny l)benzoyl]phenoxy } acetamide; 

2-[4-chloro-2-(3,5-difluorobenzoyl)phenoxy]-N-(5-methyl-lH-indazol-6-yl)acetamide; 

45 

2-[4-chloro-2-(3 ,5 -di fluorobenzoy l)phenoxy ] -N-[2-methy 1-4- 
(methylsulfonyI)phenyl]acetamide; 
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N-( 1 ,2-ben2isothia2ol-5-yl)-2-[4-chloro-2-(3-cyanobenzoyl)phenoxy]acetamide; 

2-[4-chloro-2-(3,5-dichlorobenzoyl)phenoxy]-N-(5-methyl-lH-benzimidazol-6- 
yl)acetamide; 

5 

2-[4-cWoro-2-(3,5-difluorobenzoyl)phenoxy]-N-(5-methyl-lH-benzimidazol-6- 
yl)acetamide; 

2- {4-chloro-2-[3-fluoro-5-(trifluoromethyl)benzoyl]phenoxy} -N-(5-methyl- 1H- 
10 benzimidazol-6-yl)acetamide 

2-[4-chloro-2-(3 ,5-di fluorobenzoy l)phenoxy]- 1 -(2,3 -dihydro- 1 H-indol- 1 -y 1)- 1 -ethanone; 

2-[4-chloro-2-(3-cyanobenzoyl)phenoxy]-N-[2-methyl-4- 
1 5 (methy Isulfony l)pheny 1] acetamide; 

2-[4-chloro-2-(3 -ethynylbenzoyl)phenoxy] -N- [2 -methy 1-4- 
(methylsulfonyl)phenyl]acetamide; 

20 N-{4-[3-(aminosulfonyl)propoxy]-2-methylphenyl}-2-[4-chloro-2-(3,5- 
difluorobenzoyl)phenoxy]acetamide; 

2-{2-[3,5-bis(trifluoromethyl)benzoyl]^ 
6-yl)acetamide; 

25 

2-{2-[(5-bromo-3-pyridinyl)carbonyl^ 
6-yl)acetamide; 

. 2-{4-chloro-2-[3-fluoro-5-(trifluoro 
30 benzothiazol-5-yl)acetamide; 

N- {4-[3-(aminosulfonyl)propoxy]-2-methylphenyl} -2- {4-chloro-2-[3-fluoro-5- 
(trifluoromethyl)benzoyl]phenoxy} acetamide; ....... .. _ . 

35 N-[4-(aminosulfonyl)-2-methylphenyl]-2-(4-chloro-2-{3- 
[(trifluoromethyl)sulfonyl]benzoyl}phenoxy)acetamide; 

2-[4-chloro-2-(3,5-difluorobenzoyl)phenoxy]-N-[4-(l,3-thiazol-2-yl)phenyl]acetamide 

40 2-[4-chloro-2-(3,5-difluorobenzoyl)phenoxy]-N-[4-(l,3-oxazol-2-yl)phenyl]acetamide 

2-[4-chloro-2-(3,5-difluorobenzoyl)phenoxy]-N-{4-[(3-hydroxypropyl)sulfonyl]-2- 
methylphenyl) acetamide; 

45 2-{4-chloro-2-[3-fluoro-5-(trifluoromethyl)benzoyl]phenoxy}-N-(2-methyl-4-{3- 
[(methylamino)sulfonyl]propoxy}phenyl)acetamide; 
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2- {4-chloro-2-[3-fluoro-5-(trifluoromethyl)benzoyl]phenoxy} -N-(4- {3- 
[(dimethylamino)sulfonyl]propoxy}-2-methylphenyl)acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-^^ 
5 chlorophenoxy } acetamide; 

2- {4-chloro-2-[3-fluoro-5-(trifluoromethyl)benzoyl]phenoxy } -N- {4-[3-( 1 H-imidazol- 1 - 
yl)propoxy]-2-methylphenyl} acetamide; 

10 2-{4-chloro-2-[3-fluoro-5-(trifl^^ 

pyrrolidinyl)- 1 -butenyljphenyl} acetamide; 

A^[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3-cyano-5- 
fluorobenzoyl)phenoxy]acetamide; 

15 

M[4-(aminosulfonyl)-2-methylphenyl]-2-[4«-chloro-2-(3-cyano-5- 
methylbenzoyl)phenoxy]acetamide; 

AT-[6-(aminosulfonyl)-4-meth^ 
20 methylbenzoyl)phenoxy]acetamide; 

A^-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3-chloro-5- 
cyanobenzoyl)phenoxy]acetamide; 

25 A^[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3,5- 
dimethylbenzoyl)phenoxy]acetamide; 

7V-[4-(aminosulfonyI)-2-methyIphenyl]-2-[4-chloro-2-(3-cyano-5- 
• - ethylbenzoyl)phenoxy]acetamide; - ~ " 
30 

2-[4-chloro-2-(3-cyano-5-methylbei^ 
yl)propoxy]-2-methylphenyl} acetamide hydrochloride; 

A^-[4-(aminosulfonyI)-2-methylphenyI]-2-[4-chloro-2-(3-chloro-5- 
35 methylbenzoyl)phenoxy]acetamide; 

A r -[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3,5- 
dichlorobenzoyl)phenoxy]acetamide; 

40 A^-[4-(aminosulfonyl)-2-methylphenyl]-2-{4-chloro-2-[(6-cyano-2- 
pyridinyI)carbonyl]phenoxy } acetamide; 

A^-[6-(aminosulfonyl)-2-methyl-3-pyridinyl]-2-[4-chloro-2-(3-cyano-5- 
methylbenzoyl)phenoxy]acetamide; 

45 

^-[4-(aminosu1fonyI)«2-methylphenyl]-2-[4-chloro-2-(3,5- 
dicyanobenzoyl)phenoxy]acetamide; 
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A^-[4-(aminosulfonyl)-2-methylphenyl]-2-{4-chloro-2-[3-cyano-5- 
(trifluoromethy l)benzoy l]phenoxy } acetamide; 

and pharmaceutically acceptable derivatives thereof. 

5 

24. A compound selected from the group consisting of compound number 7, 32, 33, 36, 
38,44,45, 49, 51,52,61,65, 66, 71, 75, 76, 1 1 1, 112, 115, 118, 119, 128, 129, 171, 172, 
191, 192, 199, 200, 206, 207, 224, 225, 232, 233, 235, 236, 246, 247, 253, 254, 255, 256, 
259, 260, 261, 262, 264, 265, 267, 268, 288, 289, 290, 409, 412, 428, 430, 431, 433, 491, 

10 564, 587, 475, 478, 498, 593, 483, 637, 503, 601, 658 and pharmaceutically acceptable 
derivatives thereof. 

25. A compound selected from the group consisting of: 
N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3- 

15 cyanobenzoyl)phenoxy]acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3-fluoro-5- 
(trifluoromethyl)ben2X)yl]acetamide; 

20 N- {4-[3-(aminosulfonyl)propoxy] -2-methy lphenyl } -2- {4-chloro-2-[3 -fluoro-5- 
(trifluomethyl)benzoyl]phenoxy } acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3-cyano-5- 
fluorobenzoyl)phenoxy]acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3-cyano-5- 
methylbenzoyl)phenoxy]acetamide; 

N-[6-(amihosu!fo^ 

30 methylbenzoyl)phenoxy]acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3-chloro-5- 
cyanobenzoyl)phenoxy]acetamide; 

35 N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3,5- 
dimethylbenzoyl)phenoxy]acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3-cyano-5- 
ethylbenzoyl)phenoxy]acetamide; 

40 

2-[4-chloro-2-(3-cyano-5-methylbenzoyl)phenoxy]-N-{4-[3-(2,5-dihydro-lH-pyrroI-l- 
yl)propoxy]-2-methylpheny 1 } acetamide hydrochloride; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3-chloro-5- 
45 metfiylbenzoyl)phenoxy]acetamide; 

N-[4-(aminosulfonyl)-2-methylphenyl]-2-[4-chloro-2-(3,5- 
dichlorobenzoyl)phenoxy]acetamide; 
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N-[4-(aminosulfonyl)-2-methylphenyl]-2-{4-chloro-2-[(6-cyano-2- 
pyridinyl)carbonyl]phenoxy}acetamide; 

N-[6^aminosulfonyl)-2-methyl-3-pyridinyl]-2-[4-chloro-2-(3-cyano- 
methylbenzoyl)phenoxy]acetamide; 

N-[4-(aminosulfonyl)-2-methylpheny l]-2-[4-chloro-2-(3 ,5- 
dicyanobenzoyl)phenoxy]acetamide; 

and pharmaceutically acceptable derivatives thereof. 

6. A compdjund according to any of claims 1, 3, 4, 5, 6, 7, 17, 18, or 19 wherein R 1 is C 6 - 
14 aryl substituted in the meta position, particularly with halogen and wherein R 3 is 
hydrogen and K 4 is C^uaryl substituted with C|.galkyl, in particular methyl. 

27. A method of treatment of a viral infection in a mammal comprising administering to 
said mammal an antivirally effective amount of a compound according to any of claims 1 
to 26. \ 

28. The method according to claim 27 wherein the viral infection is an HIV infection. 

29. AVnethod of inhibiting HIV reverse transcrptase comprising administering to a 
mammal an effective amount of a compound according to any of claims 1 to 26. 



ma 

30. 



A method of preventing HIV infection, or of treating HIV infection, comprising 
administering to a mammal an effective amount of a compound according to any of claims 
1 to 26. * 



3 L Use of aWqmpound according to.any of claims 1 to 26 in the manufacture of a 
medicament for the treatment of an HIV infection. 

32. Use of a d^npound according to any of claims 1 to 26 in the treatment or prophylaxis 
of a viral infed 

33. The use acceding to claim 32 wherein the viral infection is an HIV infection. 

34. A pharmAieutical composition comprising an effective amount of a compound 
according to any of claims 1 to 26 together with a pharmaceutically acceptable carrier. 

35. A pharmaceutical composition according to claim 34 in the form of a tablet or 
capsule. 

36. A pharmaceutical composition according to claim 34 in the form of a liquid. 

37. A compound asnjteimed in claims 1 to 26 for use as a medicament. 
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